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L4 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2003 ACS on STN 
AN 2001:208275 CAPLUS 
DN 134:237500 

TI Preparation of triazolo-pyrimidinyl-pyrrolidinol derivatives as receptor 
agonists, inhibitors of platelet activation, and antithrombotics 

IN Teobald, Barry John 

PA Astrazeneca UK Limited, UK 

SO PCT Int. Appl., 29 pp. 
CODEN: PIXXD2 

DT Patent 

LA English 

FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 
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OS MARPAT 134:237500 

AB Triazolo-pyrimidinyl-pyrrolidinol derivs . I, wherein: Rl is H, CH2R5 or 
COR6; R2 is alkyl Cl-6 or alkenyl Cl-6, optionally substituted by one or 
more groups selected from alkyl Cl-6, halogen; R3 is cycloalkyl C3-8, 
optionally substituted by R7; R4 is H or alkyl Cl-6, optionally 
substituted by one or more halogens; R5 is H, Ph or alkyl Cl-6, optionally 
substituted by halogen, OR8, phenyl; R6 is OR9 or alkyl Cl-6, optionally 
substituted by one or more groups selected from halogen, OR10, phenyl; R7 
is Ph, optionally substituted by one or more groups selected from alkyl 
Cl-6, halogen, OR8; R8- R10, are independently H or alkyl Cl-6, optionally 
substituted by one or more groups selected from halogen or alkyl Cl-6; 
were prepd. as antithrombotic agents. Thus, [3R-- 

[3. alpha. , 4. beta. (1R*,2S*) ] ] -4- [7- [ (2-Phenylcyclopropyl ) amino] -5- 
(propylthio) -3H- [1,2,3] triazolo [ 4 , 5-d] pyrimidin-3-yl] -3-pyrrolidinol was 
prepd. as antithrombotic agent. The use of these compds . as an active 
ingredient in the treatment or prevention of myocardial infarction, 
thrombotic stroke, transient ischemic attacks, and/or peripheral vascular 
disease. 
IT 330681-16-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; RACT 
(Reactant or reagent); USES (Uses) 

(prepn. of triazolo-pyrimidinyl-pyrrolidinol derivs. as receptor 
agonists, inhibitors of platelet activation, and antithrombotics) 
RN 330681-16-8 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [ [ (1R, 2S) -2-phenylcyclopropyl] amino] -5- (propylthio) - 
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3H-1, 2, 3-triazolo[4, 5-d] pyrimidin-3~yl] -, (3R, 4R) trif luoroacetate 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 330681-15-7 
CMF C20 H25 N7 O S 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F— C~ CO2H 
F 



IT 330681-15-7P 330681-22-6P 330681-24-8P 
330681-25-9P 330681-26-0P 330681-27-1P 
330681-29-3P 330681-30-6P 330681-32-8P 
330681-33-9P 330681-34-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of triazolo-pyrimidinyl-pyrrolidinol derivs . as receptor 
agonists, inhibitors of platelet activation, and antithrombotics) 
RN 330681-15-7 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [ [ ( 1R, 2S) -2-phenylcyclopropyl] amino] -5- (propyl thio) - 
3H-l,2,3-triazolo[4,5-d]pyrimidin-3-yl]-, (3R,4R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 330681-22-6 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3~hydroxy-4- [7- [ [ (IS, 2R) -2- 

. phenylcyclopropyl] amino] -5- (propyl thio) -3H-1, 2, 3-triazolo [4, 5-d] pyrimidin- 
3-yl]-, 1, 1-dimethylethyl ester, (3S,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 330681-24-8 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [ [ (1S,2R) -2-phenylcyclopropyl] amino] -5- (propyl thio) - 
3H-l,2,3-triazolo[4,5-d]pyrimidin-3-yl]-, (3S,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 330681-25-9 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [ [ (1S,2R) -2-phenylcyclopropyl] amino] -5- (propylthio) - 
3H-1, 2, 3-triazolo [4, 5-d] pyrimidin-3-yl] -, (3S, *S) -, trif luoroacetate 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 330681-24-8 
CMF C20 H25 N7 0 S 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F~ C~ C02H 
F 



RN 330681-26-0 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [methyl [ ( 1R, 25 ) -2-phenylcyclopropyl] amino] -5- 

(propylthio) -3H-1, 2, 3-triazolo [4, 5-d] pyrimidin-3-yl] -, (3R, 4R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 330681-27-1 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [methyl [ ( 1R, 2S ) -2-phenylcyclopropyl ] amino] -5- 
(propylthio) -3H-1, 2 , 3-triazolo [ 4, 5-d] pyrimidin-3-yl] ~, (3R, 4R)-, 
trifluoroacetate (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 330681-26-0 
CMF C21 H27 N7 O S 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 

CMF C2 H F3 02 

F 

I 

F~ C- C02H 
F 

RN 330681-29-3 CAPLUS 
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CN 1-Pyrrolidineethanol, 3-hydroxy-4- [7- [ [ (1R, 2S) -2-phenylcyclopropyl] amino] - 
5- (propyl thio) -3H-1, 2, 3-triazolo [4 , 5-d] pyrimidin-3-yl] (3R, 4R) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



RN 330681-30-6 CAPLUS 

CN 1-Pyrrolidineethanol, 3-hydroxy-4- [7- [ [ ( 1R, 2S ) -2-phenylcyclopropyl] amino] - 
5- (propyl thio) -3H-1, 2, 3-triazolo [4 , 5-d] pyrimidin-3-yl] -, (3R, 4R) -, 
trifluoroacetate (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 330681-29-3 
CMF C22 H29 N7 02 S 

Absolute stereochemistry. 
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F 

I 

F~~ C- C02H 
F 

RN 330681-32-8 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [ [ ( 1R, 2S ) -2-phenylcyclopropyl] amino] -5- (propylthio) - 
3H-1,2, 3-triazolo[4, 5-d] pyrimidin-3-yl] -1- (phenylmethyl ) (3R, 4R) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 330681-33-9 CAPLUS 

CN 3-Pyrrolidinol, 4- [7- [ [ ( 1R, 2S) -2-phenylcyclopropyl] amino] -5- (propylthio) - 
3H-1, 2, 3-triazolo [4, 5-d] pyrimidin-3-yl] -1- (phenylmethyl) -, (3R, 4R) -, 
trifluoroacetate (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 330681-32-8 
CMF C27 H31 N7 O S 

Absolute stereochemistry. 
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CM 



2 



CRN 76-05-1 
CMF C2 H F3 02 



F 



F~ C- C02H 



F 



RN 330681-34-0 CAPLUS 

CN 3-Pyrrolidinol, l-acetyl-4- [ 7- [ [ ( 1R, 2S) -2-phenylcyclopropyl] amino] -5- 

(propylthio) -3H-1, 2, 3-triazolo [4, 5-d] pyrimidin-3-yl] -, (3R, 4R) - ( 9CI ) (CA 
INDEX NAME) 

Absolute stereochemistry* 



IT 330681-19-1P 330681-20-4P 330681-28-2P 
330681-31-7P 330683-37-9P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(React ant or reagent) 

(prepn. of triazolo-pyrimidinyl-pyrrolidinol derivs . as receptor 
agonists, inhibitors of platelet activation, and antithrombotics) 
RN 330681-19-1 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [7-chloro-5- (propylthio) -3H-1, 2, 3- 
triazolo[4, 5-d] pyrimidin-3-yl] -4-hydroxy-, 1, 1-dimethylethyl ester, 
(3R,4R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




HO 
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CI 




RN 330681-20-4 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3-hydroxy-4- [ 7- [ [ ( 1R, 2S ) -2- 

phenylcyclopropyl] amino] -5- (propyl thio) -3H-1, 2, 3-triazolo [4, 5-d] pyrimidin- 
3-yl]-, l f 1-dimethylethyl ester, (3R,4R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OBu-t 



RN 330681-28-2 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3-hydroxy-4- [ 7- [methyl [ (lR,2S)-2- 

phenylcyclopropyl] amino] -5- (propylthio) -3H-1, 2, 3-triazolo [4, 5-d] pyrimidin- 
3-yl]-, 1, 1-dimethylethyl ester, (3R, 4R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OBu-t 



RN 330681-31-7 CAPLUS 
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CN 3-Pyrrolidinol, 1- [2- [ [ ( 1, 1 -dimethyle thy 1 ) dimethyl si lyl] oxy] ethyl] -4~ [ 7- 

[ [ (1R, 2S) -2-phenylcyclopropyl] amino] -5- (propylthio) -3H-1, 2 , 3-triazolo [ 4 , 5- 
d]pyrimidin-3-yl]~, (3R,4R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 330683-37-9 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [7-chloro-5- (propylthio) -3H-1, 2, 3- 
triazolo[4,5-d]pyrimidin-3-yl] -4-hydroxy-, 1, 1- dimethyl ethyl ester, 
(3S,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry* 



CI 
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=> d his 

(FILE 1 HOME 1 ENTERED AT 13:33:21 ON 12 DEC 2003) 

FILE 1 REGISTRY 1 ENTERED AT 13:33:31 ON 12 DEC 2003 
LI STRUCTURE UPLOADED 

L2 1 S LI SSS SAM 

L3 17 S LI SSS FUL 

FILE 'CAPLUS' ENTERED AT 13:34:37 ON 12 DEC 2003 
L4 1 S L3 

FILE 1 CAOLD 1 ENTERED AT 13:35:02 ON 12 DEC 2003 



=> s 13 
L5 



0 L3 



=> log y 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 
STN INTERNATIONAL LOGOFF AT 13:35:41 ON 12 DEC 2003 



SINCE FILE 
ENTRY 
0.40 



SINCE FILE 
ENTRY 
0.00 



TOTAL 
SESSION 
154.11 

TOTAL 
SESSION 
-0.65 
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